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Suspension compsns. for promoting hair growth - contg. 6-amino-1,2-dihydro-1-hydroxy-2-imino-
pyrimidine derivs.

Patent Assignee: L'OREAL SA
Inventors: GROLLIER J; GROLLIER J F

Patent Family (21 patents, 16 countries)

lPatent Number| Kind

Date

Application Number“Kind" Date ||Update||Type

IDE 3726177 |[A  |{19880211||DE 3726177 A {[19870806}{198807|B

GB 2194887 [|[A  [[19880323|GB 198718612 A ][19870806/198812]E |
NL 198701853 ||A  [[19880301|[NL 19871853 A [[19870806198813[E |
ISE 198703068 |[A  |[19880203] 198813
IAU 198776619 [[A  |[19880211] 198814[E |
[FR 2 A [[19880212|[FR 198711207 A [[19870806/198814|E

1P 63044512 _A||A  |[19880225|[1P 1987198011 A [[19870807][198814]E |
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IBE 1001044  |[[A  |[19890620[BE 1987870 la  [[19870806/198928]E |
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ISE 503269  [C2 |[19960429||SE 19873068 A 1[19870806[199623]E |

Priority Application Number (Number Kind Date): AT 19872693 A 19871012; LU 86547 A
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IDE 3726177 |[A |[DE 7 o |
SE
198703068 || |V

LU86547 [A |FR
BE 1001044 |[A |[FR
ICH 675965 |[A |DE |
CA 1294882 [lc  |IEN

DE 3726177 |C_ |DE B |
Previously issued
DK 168190 B |IDA patent DK 8704136
Previously issued
AT 400515 |B  (IDE patent AT 8702693

ISE 503269 [lC2 |[sv |

Alerting Abstract: DE A

Compsns. comprise 6-amino-1,2-dihydro-1-hydroxy -2-iminopyrimidine derivs. of formula (I) or their
acid-addn. salts in a thickened aq. medium, the concn. of (I) being at least equal to the solubility limit in
the aq. medium.

In (I), R1 = NR3R4; R3 and R4 = H, alkyl, alkenyl, alkaryl or cycloalkyl, or NR3R4 = aziridino,
azetidino, pyrrolidino, piperidino, hexahydroazepino, heptamethylenimino, octamethylenimino,
morpholino or 4-alkyl-1-piperazinyl, all opt. C-substd. by 1-3 lower alkyl, OH or alkoxy gps.; and R2 =
H, lower alkyl, alkenyl, alkylalkoxy (sic), cycloalkyl, aryl, alkaryl, aralkyl, alkarylalkyl, alkoxyarylalkyl
or haloarylalkyl.

(I) are described in US 4139619.

USE/ADVANTAGE - The compsns. are at least as effective as conventional solns., are non-irritant,
provide better bioavailability of (I), are storage-stable and are non-greasy and non-sticky. Compsns. also
reduce hair loss.

Equivalent Alerting Abstract:
DEC

Agent to promote the growth of hair and prevent hair loss comprises an aq. suspension including a
pyrimidine deriv.

of formula (I) or its salt. Concn. of (1) is above the solubility of (I) in water so that the suspension
contains micronised particles of (I), and the water is thickened e.g. polyacrylic acid or a cationic
copolymer of a cellulose (deriv.) and a carboxy cpd. In (I), R1 is NR3R4 or an aziridinyl, azetidinyl,
pyrrolidinyl, piperidinyl, hexahydroazepinyl, heptamethyleneimine, octamethyleneimine, morpholine or
alkyl-4-R2 to H, alkyl, alkenyl, octamethyleneimine, morpholine or alkyl-4-piperazidinyl heterocyclic
ring; R2 to H, alkyl, alkenyl, alkylalkoxy, cycloalkyl, aryl, alkylaryl, arylalkyl, alkylarylalkyl,
alkoxyaryl alkyl or haloarylalkyl; R3 and R4 are each H, alkyl, alkenyl, alkylaryl or cycloalkyl.
Heterocyclic gps. may be substd.
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by 1-3 lower alkyl, OH or alkoxy gps. Pref. the micronised particles have average size of less than 80
microns, esp. less than 20 microns. (I) is pref. -amino-1,2,dihydro-1-hydr-imino-4-piperidinopyrimidine.

(IA).

USE/ADVANTAGE - (IA) is a known cpd. for stimulating hair growth and reducing hair loss.
Formulation preventse hair irritation and has a better appearance when applied to the hair and scalp.

USE/ADVANTAGE - (8pp)

International Classification (Main): A61K-007/06 (Additional/Secondary): A61K, A61K-031/50,
A61K-031/505, C07D-239/50, C07D-403/12, CO7D-405/04

Original Publication Data by Authority

Austria

Publication Number: AT 400515 B (Update 199605 NCE)
Publication Date: 19951215

Assignee: L'OREAL SA (OREA)

Language: DE

Application: AT 19872693 A 19871012 (Local application)
Priority: AT 19872693 A 19871012 (Local application)
Related Publication: AT 8702693 A (Previously issued patent)
Original IPC: A61K-7/06(A)

Current IPC: A61K-7/06(A)|AT 198702693 A (Update 199529 NCE)
Publication Date: 19950615

Assignee: L'OREAL SA (OREA)

Language: DE

Application: AT 19872693 A 19871012 (Local application)
Priority: AT 19872693 A 19871012 (Local application)
Original IPC: A61K-7/06(A)

Current IPC: A61K-7/06(A)

Australia

Publication Number: AU 198776619 A (Update 198814 E)
Publication Date: 19880211

Language: EN

Priority: LU 86547 A 19860807

Belgium

Publication Number: BE 1001044 A (Update 198928 E)
Publication Date: 19890620

Language: FR

Application: BE 1987870 A 19870806 (Local application)
Priority: LU 86547 A 19860807

Canada

Publication Number: CA 1294882 C (Update 199211 E)
Publication Date: 19920128

Assignee: L'OREAL SA (OREA)
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Language: EN

Priority: LU 86547 A 19860807
Original IPC: A61K-7/06 A61K-31/50
Current IPC: A61K-7/06 A61K-31/50

Switzerland

Publication Number: CH 675965 A (Update 199051 E)
Publication Date: 19901130

Language: DE

Priority: LU 86547 A 19860807

Germany

Publication Number: DE 3726177 A (Update 198807 B)

Publication Date: 19880211

**Mittel zur Foerderung und Stimulierung des Haarwachstums und zur Verringerung von Haarausfall
auf Basis von Pyrimidin-Derivaten*®*

Assignee: L'Oreal, Paris, FR (OREA)

Inventor: Grollier, Jean-Francois, Paris, FR

Agent: Kinzebach, W., Dipl.-Chem. Dr.phil.; Riedl, P., Dipl.-Chem Dr.rer.nat., Patentanwalt, 8000
Muenchen

Language: DE (7 pages, 0 drawings)

Application: DE 3726177 A 19870806 (Local application)

Priority: LU 86547 A 19860807

Original IPC: A61K-0/00 A61K-7/06 A61K-31/50 C07D-239/50 C07D-403/12 C07D-405/04

Current IPC: A61K-0/00 A61K-7/06 A61K-31/50 C07D-239/50 C07D-403/12 C07D-405/04

Claim: * 1. Mittel zur Forderung und Stimulierung des Haarwachstums und zur Verr ingerung von
Haarausfall auf Basis von Pyrimidinderivaten, **dadurch g ekennzeichnet,** dass es in einem im
wesentlichen wassrigen, verdickten Milieu wenigstens eine Verbindung der allgemeinen Formel (I):
[CHE] wo rin R1 eine Gruppe der Formel [CHE] bedeutet, in der R3 und R4 ausgewah It sind unter
einem Wasserstoffatom, einer Alkylgruppe, die vorzugsweis ¢ 1-4 Kohlenstoffatome aufweist, niedrigen
Alkenyl-, Alkylaryl- oder Cy cloalkylgruppe, oder zusammen mit dem Stickstoffatom, an das sie
gebund en sind, einen Heterocyclus bilden konnen, der ausgewahlt ist unter ein er Aziridinyl-,
Azetidinyl, Pyrrolidinyl-, Piperidinyl-, Hexahydroazepi nyl-, Heptamethylenimin-, Octamethylenimin-,
Morpholin- und Niedrigalky 1-4-piperazidinylgruppe, wobei die heterocyclischen Gruppen an den Kohi
enstoffatomen durch 1-3 Niedrigalkyl-, Hydroxy- oder Alkoxygruppen subs tituiert sein konnen; R2
ausgewahlt ist unter einem Wasserstoffatom, ei ner niedrigen Alkyl-, Alkenyl-, Alkylalkoxy-,
Cycloalkyl-, Aryl-, Alkyl aryl-, Arylalkyl-, Alkylarylalkyl-, Alkoxyarylalkyl- und Haloarylalkylg ruppe,
oder ein kosmetisch oder pharmazeutisch annehmbares Saureadditio nssalz davon, in einer
Konzentration enthalt, die wenigstens gleich der Loslichkeit der Verbindung der Formel (I) in dem
Milieu ist. [DE 372 6177 C (Update 199215 E)

Publication Date: 19920409

**Mittel zur Foerde rung und Stimulierung des Haarwachstums und zur Verringerung von Haarau sfall
auf Basis von Pyrimidinderivaten®*

Assignee: L'Oreal, Paris, FR ( OREA)

Inventor: Grollier, Jean-Francois, Paris, FR

Agent: Kinzebach, W. , Dipl.-Chem. Dr.phil.; Riedl, P., Dipl.-Chem.Dr.rer.nat., Pat.-Anwaelt e, 8000
Muenchen

Language: DE (8 pages)

Application: DE 3726177 A 19870 806 (Local application)

Priority: LU 86547 A 19860807

Original IPC: A61 K-7/06 A61K-31/50
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Claim: * 1. Mittel zur Forderung und Stimulierung des Haarwachstums und zur Verr ingerung von
Haarausfall auf Basis von Pyrimidinderivaten, **dadurch g ekennzeichnet,** dass es in einem im
wesentlichen wassrigen, verdickten Milieu wenigstens eine Verbindung der allgemeinen Formel (I):
[CHE] bedeutet, in der R3 und R4 ausgewahlt sind unter einem Wasserstoffatom, einer Alkylgruppe, die
vorzugsweise 1-4 Kohlenstoffatome aufweist, nie drigen Alkenyl-, Alkylaryl- oder Cycloalkylgruppe,
oder zusammen mit de m Stickstoffatom, an das sie gebunden sind, einen Heterocyclus bilden k onnen,
- der ausgewahlt ist unter einer Aziridinyl-; Azetidinyl, Pyrrolid inyl-, Piperidinyl-, Hexahydroazepinyl-,
Heptamethylenimin-, Octamethyl enimin-, Morpholin- und Niedrigalkyl-4-piperazidinylgruppe, wobei
die h eterocyclischen Gruppen an den Kohlenstoffatomen durch 1-3 Niedrigalkyl -, Hydroxy- oder
Alkoxygruppen substituiert sein konnen; R2 ausgewahlt ist unter einem Wasserstoffatom, einer
niedrigen Alkyl-, Alkenyl-, Alky lalkoxy-, Cycloalkyl-, Aryl-, Alkylaryl-, Arylalkyl-, Alkylarylalkyl-,
Alkoxyarylalkyl- und Haloarylalkylgruppe, oder ein kosmetisch oder phar mazeutisch annehmbares
Saureadditionssalz davon in mikronisierter Form und in einer Konzentration enthalt, die grosser ist als
die Loslichkeit der Verbindung der Formel (I) in dem Milieu, so dass das wassrige verd ickte Milieu
wenigstens einen Teil der Verbindungen der Formel (I) in F orm einer Suspension von Teilchen enthalt.

Denmark

Publication Number: DK 168190 B (Update 199412 E)
Publication Date: 19940228

Assignee: L'OREAL SA (OREA)

Inventor: GROLLIER J

Language: DA

Application: DK 19874136 A 19870807 (Local application)
Priority: LU 86547 A 19860807

Related Publication: DK 8704136 A (Previously issued patent)
Original IPC: A61K-7/06(A) A61K-31/505(B)

Current IPC: A61K-7/06(A) A61K-31/505(B)/DK 198704136 A (Update 198818 E)
Publication Date: 19880208

Language: DA

Priority: LU 86547 A 19860807

Spain

Publication Number: ES 2007390 A (Update 198946 E)
Publication Date: 19890616

Language: ES

Application: ES 19872315 A 19870806 (Local application)
Priority: LU 86547 A 19860807

France

Publication Number: FR 2602424 A (Update 198814 E)
Publication Date: 19880212

Language: FR

Application: FR 198711207 A 19870806 (Local application)
Priority: LU 86547 A 19860807

Great Britain

Publication Number: GB 2194887 A (Update 198812 E)
Publication Date: 19880323

Language: EN

Application: GB 198718612 A 19870806 (Local application)
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Priority: LU 86547 A 19860807|GB 2194887 B (Update 199105 E)

Publication Date: 19910130

Language: EN

Priority: LU 86547 A 19860807

Claim: A composition suitable for inducing and stimulating hair growth or for decreasing loss of hair
which comprises in a thickened, essentially aqueous medium having a viscosity greater than 0.4 Pa.s, at
least one compound of formula (I): in which: R1 denotes a group of formula ONR3R4 in which R3 and
R4 are, independently, hydrogen, or an alkyl of 1 to 6 carbon atoms, alkenyl, alkylaryl or cycloalkyl
group, or R3 and R4, together with the nitrogen atom to which they are attached, from a heterocycle, it
being possible for the heterocycle to be substituted, on the carbon atoms, with 1 to 3 alkyl of 1 to 6
carbon atoms, hydroxy or alkoxy groups; and R2 denotes hydrogen, or an alkyl of 1 to 6 carbon atoms,
alkenyl, alkylalkoxy, cycloalkyl, aryl, alkylaryl, arylalkyl, alkylarylalkyl, alkoxyarylalkyl or
haloarylalkyl gropu, or a cosmetically or pharmaceutically acceptable acid addition salt tehreof, in a
concentration higher than its solubility limited in the medium, such that the thickened aqueous medium
comprises at least some of the compound of formula (I) in suspension in the form of particles.

Italy

Publication Number: IT 1211474 B (Update 199145 E)
Publication Date: 19891103

Language: IT

Priority: LU 86547 A 19860807

Japan

Publication Number: JP 63044512 A (Update 198814 E)
Publication Date: 19880225

Language: JA

Application: JP 1987198011 A 19870807 (Local application)
Priority: LU 86547 A 19860807

Luxembourg

Publication Number: LU 86547 A (Update 198815 E)
Publication Date: 19880302

Language: FR

Application: LU 86547 A 19860807

Netherlands

Publication Number: NL 198701853 A (Update 198813 E)
Publication Date: 19880301

Language: NL

Application: NL 19871853 A 19870806 (Local application)
Priority: LU 86547 A 19860807

Portugal

Publication Number: PT 85488 A (Update 198838 E)
Publication Date: 19880817

Language: PT

Priority: LU 86547 A 19860807

Sweden
Publication Number: SE 503269 C2 (Update 199623 E)
Publication Date: 19960429
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Assignee: L'OREAL SA (OREA)

Inventor: GROLLIER J F

Language: SV

Application: SE 19873068 A 19870806 (Local application)

Priority: LU 86547 A 19860807

Original IPC: A61K-7/06(A) A61K-31/505(B)

Current IPC: A61K-7/06(A) A61K-31/505(B)|SE 198703068 A (Update 198813 E)
Publication Date: 19880208

Language: SV

Priority: LU 86547 A 19860807

Derwent World Patents Index
© 2008 Derwent Information Ltd. All rights reserved.
Dialog® File Number 351 Accession Number 4315030
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